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A96. . ~ ~ 

A61j A6Ik (20-05-71)... 

DELAYED RELEASE MEDICAMENT PREPN. 



NEW 

Preparation of a delayed release medicament by 
forming granules consisting of a medicament (I), a hydro* 
phobic substance (II) and a high m.w. substance (III) 
insoluble in gastric juice, and adding to them ethyl- 
cellulose and a water soluble high m.w. compound (IV), 
opt .ad ding lubricant, colouring and seasoning, homogeni- 
sing and compressing the whole to form tablets. 

ADVANTAGES ^ 
This process allows constant release of the active 
ingredient over a long period. 

DETAILS 

{i} must be soluble in water to some extent. (II) may be. 
a salt of a higher fatty acid, e.g, Mg, Ca or Al salt of 
stearic , palmitic or myristic acid, calcium phosphate, 
CaCCy, talc /'alumina gel, or silicic anhydride. (Ill) may 
_be polyvinyl acetat e, p olyvinyl Jm)ethvl Cther, poly ethyl 
"acrylate', polypropyl acrylate, polybutyl acrylate, polymethyl 
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methacrylate or silicone resin and is soluble in orga 
nic solvents. (IV) may be hydroxypropytcelliilose; 
hydroxypropyl methyl cellulose, methyl cellulose, 
NaCMC , polyvinyl alcohol, polyvinyl pyrrolidone, 
gelatin, gum arabic or Na arginate. The content of 
(II) decreases the rate of release of active substance ant 
can be varied but should pref. be>30%. (Ill) should 
be added in an amt. of 5-15%. The ethyl cellulose 
and (IV) help to attain complete and constant release of 
the active ingredient, ethyl cellulose decreasing and (IVj 
increasing the release rate. Ethyl cellulose should be 
present in an amt. of 30-35%, The content of granules 
in the medicament should be *60%. 
EXAMPLE 

7 g. ethylphenylejrnine and 33 g. Mg • tea rate were . 
homogeneously mixed, and the mixture was kneaded with 
6 g. methyl series silicone resin in 25 ml. triol. The 
mixture was granulated with a 30 mesh sieve and air 
dried. The granules ethyl cellulose (8 g. 30-80 mesh) 
and 40 g. 30-100 mesh hydroxypropylmethyl cellulose 
were homogenised and, after the addition of 0.9 g. Mg 
steaxat«-*« lubricant, conrprrvved to~f ornr8mm; 17 — 

Contd 347 95S 



*3$b tt&BSMtgft l -ess h n fcsij^ x-m® 

x&ft1~%ctox£z>m%nzriiX'fck>m.* 20 
o t <o &%ah nx ^ 4 ^ . * <om$£ S'J-f 

(1) »&>*#tr *M?*£-fiStffiJ§&. ^vfxmn 

(2) mtD*mit&K.m&&te^Ln'*&& <0 wn 

(3) mMtm{mKmm j &^^K*m&<oyD'&. 

( i )<o k m^x it mm <omm $ l ^ ^ * k re 

X ft 5 S tz #> S^ffi! *c £ H * Ml t -f 4 



£o e *fcffiffc«rc*«goB^fk#W«*&l 

- A*, I) — A/ / f A.I-7A-, rf? 'J K'^^X 



EXEHBIT 307 



470 



fcj 12: 



47105 fy/^OST 



jr 0018151 
MAY 1971 



JAPAN 

CROUP.. <f£-7.- 

class. . A3A~.- 

RECORDED 



B846^T815-1 

@>££ BS*P46^(1971) 5^ 20 Q 
(£3 H) 



I 534 | 



34795S.AB. 



Al 1 -B7. 



JA-099732. . S20. 
Nikken Chemicals Co Ltd. 

A96. . ~ 

A61j A61k (20-05-71)... 
DELAYED RELEASE MEDICAMENT PREPN.. 



NIKK. 11-12-69. 
•JA-7118151-R. 



NEW 

Preparation of a delayed release medicament by 
forming granules consisting of a medicament (I), a hydro* 
phobic substance (II) and a high m.w. substance (III) 
insoluble in gastric juice, and adding to them ethyl- 
cellulose and a water soluble high m.w. compound (IV), 
opt.adding lubricant, colouring and seasoning, homogeni- 
sing and compressing the whole to form tablets. 

ADVANTAGES >L 
This process allows constant release of the active 
ingredient over a long period. 

DETAILS 

(i) must be soluble in water to some extent, (II) may be. 
a salt of a higher fatty acid, e.g. Mg, Ca or Al salt of 
t stearic , palmitic or myristic acid, calcium phosphate, 
CaCOjv talc," alumina gel, or silicic anhydride. (Ill) may 
! be polyvinyl acetat e, p olyvi nyl fmkthyl ether, polyethyl 
4 "acrylateV polypropyl acrylate, polybutyl acrylate, polymethyl 



A3-A4A, A12-V1. 



methacrylate or silicone resin and is soluble in orga 
nic solvents, (IV) may be hydxoxypropyt cellulose;' ' 
hydroxypropyl methyl cellulose, methyl cellulose, 
NaCMC, polyvinyl alcohol, polyvinyl pyrrolidone, 
gelatin, gum arabic or Na arginate. The content of 
(II) decreases the rate of release of active substance ant 
can be varied but should pref. be>30%. (Ill) should 
be added in an amt. of 5-15%. The ethyl cellulose 
and (IV) help to attain complete and constant release of 
the active ingredient, ethyl cellulose decreasing and (IV^ 
increasing the release rate. Ethyl cellulose should be 
present in an amt, of 30-35%. The content of granules 
in the medicament should be <60%. 

EXAMPLE 



7 g. ethylphenyledaine and 33 g. Mg s tear ate were 
homogeneously mixed, and the mixture was kneaded with 
6 g. methyl series silicone resin in 25 ml. triol. The * 
mixture was granulated with a 30 mesh sieve and air I 
dried. The granules ethyl cellulose (8 g. 3 0-80 mesh) ] 
and 40 g. 30-100 mesh hydroxypropylmethyl cellulose j 
were homogenised and, after the addition of 0.9 g. Mg I 
Htea*at©-a# lubricant, compressed to-forrrrSmm; 170mjr 
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Preparation of a delayed releaBe medicament by- 
forming granules consisting of a medicament (I), a hydro- 
phobic substance (II) and a high m.w. substance (III) 
insoluble in gastric juice, and adding to them ethyl- 
cellulose and a water soluble high m.w. compound (IV), 
opt.adding lubricant, colouring and seasoning, homogeni- 
sing and compressing the whole to form tablets. 

ADVANTAGES 

This process allows constant release of the active 
ingredient over a long period, 

DETAILS 

(I) must be soluble in water to some extent. (II) may be, 
a salt of a higher fatty acid, e.g. Mg, Ca or Al salt of 
stearic , palmitic or myristic acid, calcium phosphate, 
CaCOj-, talc,' alumina gel, or silicic anhydride. (Ill) may 
be polyvinyl acetat e, p olyvinyl _(m)e thy! ether, polyethyl — 
acrylateV polypropyl acrylate, polybutyl acrylate, polymethyl 
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methacrylate or silicone resin and is soluble in orga- 
nic solvents. (IV) may be hydxojrypropyt cellulose; 
hydroxypropyl methyl cellulose, methyl cellulose,' 
NaCMC, polyvinyl alcohol, polyvinyl pyrr olid one, 
gelatin, gum arabic or Na arginate. The content of 
(II) decreases the rate of release of active substance anc 
can be varied but should pref. be>30%._ {Ill) should 
be added in an amt. of 5-15%. The ethyl cellulose 
and (IV) help to attain complete and constant release of . 
the active ingredient, ethyl cellulose decreasing and (IV.] 
increasing the release rate. Ethyl cellulose should be - 
present in an amt. of 3 0-35%. The content of granules - 
in the medicament should be ^60%. . 

EXAMPLE J 
7 g. ethylphenyletfnine and 33 g. Mg stearate were I 
homogeneously mixed, and the mixture was kneaded with 
6 g. methyl series silicone resin in 25 ml. triol. The 
mixture was granulated with a 30 mesh sieve and air 
dried. The granules ethyl cellulose (8 g. 30-80 mesh) 
and 40 g. 30-100 mesh hydroxypropylmethyl cellulos* j 
were homogenised and, after the addition of 0.9 g. Mg I 
Btea-rats-w lubricant, comprened to-f onrrSmm; 170mg 
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